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What is claimed is: 



1. Pharmacologically /active catechol derivatives of formula I 




wherein and R2 independently comprise hydrogen, alkyl, 
optionally substituted acyl, optionally substituted aroyl, 
lower alkylsulf onyl or alkylcarbamoyl or taken together form 
a lower alkylidene or cycloalkylidene group, X comprises 
electronegative sjms<ituent such as halogen, nitro, cyano, 
lower alkylsulfxniyl , sulfonamide, trif luoromethyl , aldehyde 
or carboxyl an'i r1 comprises hydrogen, halogen, substituted 
alkyl, hydroxy alkyl , nicro, cyano, optionally substituted 
ami no , t r i f luo romp thy 1 / lo we r alkyl sul f ony 1 , sul f onami de , 
aldehyde, alJiylcaarbd^yl , ar^i.kylidenecarbonyl or carboxyl 



group or 




oup selected f ron 



or 



.2-CH-R5 



wherein R^ comprijses hydrogen, alkyl, amino, cyano, carboxyl 
or acyl and Rg comprises hydrogen, amino, cyano, carboxyl, 
alkoxycarbonyl, qarboxyalkenyl , nitro, acyl, hydroxyalkyl , 
carboxyalkyl, COa, wherein Z is an optionally substitu^ted 
heterocyclic ring or one of following optionally substituted 
groups; carboxamijdo, carbamoyl, aroyl or heteroaryl or R^ and 
Rg together form p five to seven membered substituted 
cycloalkanone rin| 

-<C0)n(tH2)„-C0R 

wherein n is 0-1, Im is 0-7 and R comprises alkyl, hydroxy. 



Go 



carboxyalkyl , optionally substituted alkene, optionally 
substituted heterocyclic /ring, alkoxy or substituted amino; 



-CON 



wherein Rg and Rg independently comprise hydrogen or one of 
the following optional]/y substituted groups; alkyl, alkenyl, 
alkynyl, cycloalkyl, aralkyl or taken together form an 
optionally substituted/ piperidyl group; 



-NH-CO-R 



10 



wherein R^q compt4^eB aNySubstituted alkyl group. 

2. A compound^^as ciaimea in claim 1, wherein the compound is 
3 , 4-dihydroxyA/5-ni tro-(a<a>-dicyanostyrene . 



3, A compounp as '^laimed in\laim 1, wherein the compound is 



4-(3,4-dihyd 



4 • A compoj 



joxy-5|-nitrophenyl\)-3-methylbut-3-en-2-one . 



as jclaimed in/claim 1, whfe^ein the compound is 
3- ( 3 , 4-diAyc|ijoxy-^-ni t r3phf^yl ) -1- (3,4, 5- 1 r ime thoxyphenyl ) - 
prop-2-en-] 



5. A compound asl claimed in claim 1, wherein the compound is 

3- ( 3 , 4-dihydroxy-l5-nitrophenyl )-l-phenylprop-2-en-l-one • 

6. A compound as claimed in claim 1, wherein the compound is 
N-methyl-N-propai|gyl-5-( 3r4-dihydroxy-5-nitrophenyl)pentanoic 
acid amide. 

7« A compound ak claimed in claim 1, wherein the compound is 

4- ( 3 , 4-dihydroxy|-5-nitrophenyl )-3-methylbut-3-en-2"Ol • 



8. A compound ate claimed in claim 1, wherein the compound is 
N-(l-adamantyl)-|5-( 3,4-dihydroxy-5-nitrophenyl )pentanoic acid 
amide • 
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9. A compound! as claimed in claim. 1, wherein the compound is 
N-isopropyl-5-^3,4-dihydroxy-5-nitrophenyl )pentanoic acid 

amide • 

10. A compound! as claimed in claim 1, wherein the compound 
is 4-hydroxy-3-methoxy-5-nitrocinnamic acid. 

11. A compound as claimed in claim 1, wherein the compound 
is 5-(3,4-dihydr )xy-5-nitrophenyl)pentanoic acid. 



12. A compound 
is 2,5-bis-(3,4- 

13. A compound 



is 2-propionylc)xj -6-ni t rophenol 



s claimed in claim 1, wherein the compound 
ihydroxy-5-nitrobenzylidene ) cyclopentanone , 

s claimefl in claim 1, wherein the compound 



14. A compound 
is 1,2-diacetoxy- 



a 5 claimed inXclaim 1^ wherein 



15. A ci 
is 3' ,4'-d: 



the compound 



>una as clai 



16. A compound as 
is 3 , 4-dihydroxy-5 



in claim 1, wherein the compound 



ly^roxjj-B '-nitroacetophenone . 

claimed in claim 1, wherein the compound 
-nitrobenzaldehyde. 



17. A compound as 1 claimed in claim 1, wherein the compound 
is 3 , 4-dihydroxy-54nitrobenzonitrile. 

18. A compound as claimed in claim 1, wherein the compound 
is 4-chloro-6-nitrocatechol . 



19. A compound as claimed in claim 1, wherein the compound 
is 1 , 2-dipropionyloxy-3 , 5-dini trobenzene • 



20. A compound as clWimed in claim 1, wherein the compound 
is 2-pivaloyloxy-4 , 6-iiini trophenol . 



2^. A compound as 



is 3-( 3 , 4-dihydroxy 



claimed in claim 1, wherein ythe compound 
-S-nitrobenzylidene )-2 , 4-pentanedione . 

he preparation of new pharmacologically 



22, A method for t 

active catechol derivatives of the formula 



wherein R. 



'1 ^^2 
optionally substi 

lowe r alky 1 sul f on 

a lower alkylide 

electronegative 

lower alkylsu 

or carboxyl 

alkyl, hydrox 

amino, trifluor 

aldehyde, alkyl 

group or a group se.. 



-CH-C-R, 



wherein R. comprises 




comprise hydrogen, alkyl, 
bptionally substituted aroyl, 
bamoyl or taken together form 
e group, X comprises 
tuent such halogen, nitro, cyano, 
f onamido, trif luoromethyl , aldehyde 
halogen, substituted 
ionally substituted 
Ikylsulf onyl , sulfonamide, 
b^nyl, aralkylidenecarbonyl or carboxyl 
ected from 



or 



-CH 



^4 



hydrogen, alkyl, amino, cyano, carboxyl 
ises hydrogen, amino, cyano, carboxyl, 
alkoxycarbonyl , carkloxyalkenyl , nitro, acyl, hydroxyalkyl , 
carboxyalkyl, COZ, wperein Z is an optionally substi tutted 

one of following optionally substituted 
carbamoyl, aroyl or heteroaryl or R^ and 
Rg together form a f .ve to seven membered substituted 
cycloalkanone ring; 



}x acyl and Rg comp 



heterocyclic ring or 
groups; carboxamido. 



-(C0)j^(CH2 
wherein n is 0-1, m i 



m 



-COR 



s 0-7 and R comprises alkyl, hydroxy. 
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carboxyalkylw optionally substituted alkene, optionally 
substituted neterocyclic ring, alkoxy or substituted amino; 



-COi 



wherein Rg andXRg independently comprise hydrogen or one of 
the following cAptionally substituted groups; alkyl, alkenyl, 
alkynyl, cycloalkyl, araHcyi or taken together form an 
optionally subsnitute^ piperkdyl group; 



-NH-CO-1 



^10 



wherein comprises /^^^ substituted alkyl group, wherein the 

method comprisers an/ acid or base cat^alyzed condensation 
reaction of pompipund of formijila I; 



II 



wherein R^, R2 and X Ure as defined above, with a compound of 
formula III 



III 



CH2-R5 



having an active methyl\or methylene group and wherein R^ and 
Rg are as defined above \to give the compounds of formula la 



la 



wherein the substituents are as defined above and wherefrom 
the double bond optionally may be reduced to a single bond; 



or a ketone of formula IV 



IV 



wherein R^, and X are as defined above and Rg is hydrogen 
or alkyl, is dondensed with an aldehyde of formula V 



wherein comprises hydrogen, auLkyl , alkoxy or dialkylamino 
to give compoxjmds Vof formula lb 



lb 



wherein R^^, Rj, X, Rg\ and R^ are as defined above; 
or a compound of formula VI 



Rj^O 
RnO 



VI 



wherein R^ and R2 are as\defined above is allowed to react 
with a cyclic acid anhydnide of formula VII 




VII 



wherein m is 1-7 or with a d\carboxylic acid ester chloride 
of formula VIII 



# # 



Hall ( CO ) ( ) jj^COR 



VIII 



wherein m is 0W7 and n is 0-1 and R is as defined above and 
Hal is a halogen atom to give the compounds of formula IX 



(CO)„(CH^) COR 
n z m 



wherein the aromatic ring will be substituted with the group 
X to give compounds of fpxmula Ic 



Ic 



which compound 
Id; 




IX 



nay hfe reduced to hive compounds of formula 



^€H5tJ^CH2)„-COR 



Id 



or by allowing a compcnjnd of formula X 



wherein R^^ and R2 are as\ defined above and Y comprises 
halogen or another activated group to react with an amine of 
formula XI 



NH 



I 



XI 
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wherein Rg and iRg are as defined above to give compounds of 
formula le 



wherein R^^, Rjr 
or by allowing 



are as defined above; 
ivative of formula XII 

XII 



wherein R^^, R2 f^^d Ik are as definea above, to react with an 
activated carboxylilp acid derivative of formula XIII, 




le 



XIII 



wherein Y and R^^q arle as defined above to give compounds of 
formula If 



If 



wherein the substituenjts are as defined above; 
or by allowing the compound of formula II 



II 



wherein R^ and R2 are as Defined above and X comprises a 
halogen atom to react with cuprous cyanide in a polar. 
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aprotic solvent! at elevated temperature or optionally by 
formylating 2 ,Q-dihydroxyben2onitrile with hexamethylene 
tetracaine to give compounds of formula II, wherein X 
comprises a cyano group; 
or by allowing a\ compound of formula XIV 



CH3Q 



to react sequentially with butyllithium, trimethylborate and 
peroxyformic acid tto give the/compound of formula XV 



XV 




XIV 



which compound miy""*^^4f ormylated jwitjv^examethylenetetramine 
in f luoroacet^^c acin Ito^gTve ax'compound of formula XVI 



XVI 



which compound may be c^emethylated to the compound of formula 
XVII; 



XVII 



or by treating the compound of formula XVIII 




or by formylation the compound of formula XXI I 
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XXII 



wherein B.^^ comprises hydrogen or alkyl, to the compound of 
formula XXIII 



XXIII 



SO. 



'11 



23. A method as/ clWimed^n clarm 21, wherein the compounds 



of the formula \ 
in the presen 



I attd the formulaXviII are allowed to react 
of aluminium chloride. 



24. A methockas crammed in clain/^^, wherein the compound of 
the formula Icit^Gjte&y^^ of the formula Id by 

Clemmensen or Wolf f^^^lCi^^rtnrer reduction. 



25. A composition in\a pharmaceutically acceptable form 
comprising the compound as claimed in claim 1 as an active 
ingredient. 

26. A composition as clWimed in claim 24, comprising the 
compound as claimed in claim 1, levodopa and optionally a 
periferic decarboxylase ^inhibitor. 

•A I 

27. A composition as claimed in claim 24, wherein the 
periferic decarboxylase inhibitor is carbidopa. 

28. A composition as claimed in claim 24, wherein the 
periferic decarboxylase inviibitor is benzerazide. 




